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i^m} KR 
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Oil 2\m mB^A[ m m=p-mL\Q. mae! 
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[:?h<!i^#^si OS OH 

[^^y^^SSl 0 2! OH 
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[g^aA^^J 

I^^S^ 133.000 H 

1. SeiA|. SA||AI(ES)_1S 2.g^:>ia:7|SaAIS§ «I2S 

oii°i& g:ii:?iaoii uH&i^e Aj#_is 
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# 
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^^ 2003/7/23 



-g- 1:^^ ^^tb Protection ^ 2-tll^Al-D-el^^^^ 3, 4^^1^ -0H711- 

-g- s^*>^, ^^T^HI # <>VMe1-. D-glucoseS.^Bi:£ ^a^o] .§- 
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^^0020041378 ^^ '^^}- 2003/7/23 

2-c^l^Al-L-^^:^.^^I5^ ;*l]2:«<J-ig {Method for Producing 2-Deoxy-L-ribose> 

<i> ^ ^1^^ %}7] ^^^^1, -S.^ ^'Hl^V 

^ -^^^o] 7l-^«Vai ^^^(1) ^-^l- ^. 2-t^l^>^1-L-elJi^^^ 



<2> _ CHO 




HOH 
HO 



CH2OH 



<3> ^-^^ (1) 

e1:ii;^1S. ^JL ^c)-. L-HlPl^(L-thymidine). L-3'-h1<5>a1eJ^(3TC) , L-2',3'-tq 

tl)^AlAlB^^(L-ddC) D-Tf*«^l-2.>«'H^<=fl ^^^^] 4-4^^!: ^ 
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W^ 'U^}: 2003/7/23 



' (antisense oligonucleotide therapy) '>ll>»>iS. #^ JL^jj-l- M-E^-iflZL ^t^. 

^tfl^lJl ^-^t^, ^■^ L-^#^^A>olH.o^ ^:?>^1^ L-sugar. 
2-deoxy-L-ribosei4 L-ribose^ -fr3E.^l» tfl^ .^JA]:^ ^ ^^oJ| 

6>e1-«]ic>i L-<>>cii3s^>a:(L-ascorbic acid)-^^^Bl <^^:^ 
$X^.m 9839347, CS 274394B1, Nucleosides Nucleotides 1999, 18 (11 & 12), 
2357-2365, Tetrahedron: Asymmetry 2000, 11, 1869-1876, Org. Lett 1999, 1 (10), 
1517-1519) 

<7> ZlB]i+ o]^ ^}^^^ ^1^*^ ^^^}7]^^. Jl7}o]jL, ^B] , 
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<9> ^7lsq. ^ ^tgo^ ^A^5>7l ^^1-^ ^ ^^tb Protection ^ 

# 4^;^^ 71^ ^^^(1) ^^1-* 

<io> ^ (A) ^ 2-c-l]^A]-D-E|:a_$.^S ^-§-^1?^ 2- 

cll^^l-D-el-e.-$.:^^ 'a:t|)s]:^7l» o}^^ ^^s. M.s.^}<^ 2-c-)l^Ai-i-o-^^-jD-B^:a.-2. 
il- :as(protection)^:^l; (B) ^7] ^H^-l -^7] ^sl-ol=sij. ^ 

7] 2-i3i1^Al-i-o-^^-D-Ej^^^» ^-§-Al7^ 2-tfl^>^l-l-(>-^^-D-e|ji^^£t] 3,4^ 
-0H7l7> 2-t-il4A]-i-o-<y:^-3,4-rl-(^^^jr^)_D_ej^^^ 2-^^^] 

-1-0-^^-3. 4-cl-(o>^^3£^)-D-5l:e.^>,» ;^12:^>^ 3,4-^^1 ^^m^^tn; (C) -B-7l 
A):^ ^7] 2-i3j)^Al-i-o-^^-3,4-r1-(«y:^^X^)-D-Bj:e.^^ 2-cfl^Al 

-1-0-^^-3, 4-t:1-(<i>m'i3E.^)-D-el:e.^^i« ^-§-^1^ 3-OH^ 4-OH^ "g-^ t^2:7> 
(inversion)^ 2-c|l-4^1-l-0-^^-3-«il-'a-L-e)-<^l:a-:ii ^ 2-^^^]-l-<h'^^-4-^^'U-L- 
^SJL^^ D-, L- ^«-^;^]; ^ (D) >a-7] 2-T:fl^Al-i-0-:f-^-3-o>^ 

-L-5l-<^l:e.>i ^ 2-cfl^Al-i-o-^^-4-^2:<^-L-e)^^^i^ ^7lsi)- 
^S. wV^aIts^ 2-c-ll.^A]-L-e)Ji^>i« ^:e.:&(deprotection)^;^l;» i"^^?^ 2-Ell 

ci2> (1) :a.:5:(protection)^7^1 
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^^0020041378 #^ ^^>: 2003/7/23 

<13> Aj- ^^^(2) 2-i5fl^Al-I>-sl:BJ&.i» ^-l-^^ ^-1-^15^ 

^^^(2) ^^1-^ <i]->^ll:^BflS. li:^7l* '^^]o]^. 



<14> 




<15> ^tj-^ (2) ^^^(3) 

<16> 0^71^1 Rl^ C1~C5^ '^^71 ^€7l Sfe ^]^^ €^7lS ^TEf'^T^. 

3.^ 47l^ 1%~10%^ ^<^] wV^^^I-^. ''•V-i-slfe ^m*. «^]^ 

f 

<17> (2) 3.4-41^1 #-^s^^5^ : 2-Bfl^Al-i-0-^^-3,4-Ti|-Cg:?!r^5.^)-D-2lJLi^i 

3£fe 2-c)1^Al-i-0-«y:^-3,4-r:]-(<i>m'ii^)-D-Bl:S-iL^^ :^]Sz 
<18> <g7] ^7fl *HA^ -^7] %e)-ol^5^. 5|-^<^(3) ^-§-^17^^ ^7] 

^(3) 3.4^^ -0H717V -i^^^l-S. ^«|-^(4) ^, 2-c^]-%Al 

-l-0-^^-3,4-ti)-(^?l:'i5.^)-D-eliL-$-^ 2-t-ll^Al-i-o-«a:^-3,4-x:l-(ci>€^i^ 
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#^ ^x>: 2003/7/23 



^-ii^ = o>^^S.^ A>^S|r^, ^^^-^ 



R2^ Cl~8^ ^l^sjTl^- y^m^:^] ^Vm^^^^ ^^'^i^l-. 

<23> (3) D-^ L-^ ^^^^ : 2-t^l^Al-i-0-«g:^-3-<i>^-L-e1-«>]:a- 

<24> ^^^(4) ^^-l-^ ^7]^S\ ^^^5I|- ^-g-«>^, 3-OH^ 4-OH^ T^2:7> 

(inversion) ^^-^ (5)51 ^^1- ^. 2-c|l^A]-i-0-^^-3-«i>^-L-5l-^>]^^i ^ 2- 

<2S> -^7l>J+fi1 ^Hf-, 2:^ ^f-^ 

3^ €2:^-^: ^#4 ■^7^^ ^^'^^^l >^>-§-€tl-. ^-§- 

«^1-§-s|fe -§-DflS.fe # DMF, DMC. ^€-^4 -6-71-8-t'll 3.^7} A>^^ 4^ ^o. 



<20> 




<21> 



:^-^^(3) 
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<26> 



0020041378 2003/7/23 

R'o<°^°^ "'"'w'- 

K u -N ^ ug ^ _^ OCOR' oh 



OCOR^ 



<27> ^-^^(4) ^^^(5) 

<28> 0^71^-1 Ri^ Cl-8^ ^^^-y:^ S.^ ^l^^^M- ^l^^^l ^^'^lal, R2fe Cl~8 

^ ^1^=171^ ^]^^^] <^>€'iS^<^H. R3^ Ci~8^ 

« 

<29> (4) ^:e.J:(deprotection)^:^1 

<30> (5) 9^7]Si\- r^:;^]^o_s. ^-%-><\^ ^^1"^ 

(1) 2-Tj|l^>»>l-L-BlJi-$-i» "S^^. "^H. '^V-S-^^ deprotection 

^^sl^ ^ *g7l^1e1 ^WM-, <^7l^^5l ^ *m 4^ SX^' 



OCOR^ OH OH 

<32> ^^^(5) ^^^(1) 



<33> (1) ^^1-^ ^y^] ^o] u>s. tf-g- ^-§-3] AV^^ ^ Si 
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<35> o s^OH s^oH , \Or2 

<3e> (2) (3) (4) 



<37> 




<38> (5) (1) 

<39> [Rl = ^]^^7]^ ^l^Sl^l 

<40> R2 = Cl~8^ 5Efe ^l§s)7iM- <5>m'ii^ 

<4i> R3 = ci~8^ ^€ ^1^^711+ ^]^^^] m^] 

«goi -§-oi^n^, '^V-g-^W ^ <='>M5l- ^^-1^. ^-§-*=>1 
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#^ ^;=^>: 2003/7/23 



<«> A>-g-5)^ 2-i5ll^>«'l-D-Bl:a.^^^ ^"^Ir*^ ^^'fl^H . 

olp^, ol^ltb ^^1 ^ 7l#^ A>^ ^^6)1 5.^^ ^<>1^. 

<45> -^Alc4) 

<46> (1) :a.:5:?V;^1 : 2-t:^l-^Ai-i-Q-:^^-D-5i:g.^^i^ 

<47> ^AVol 3% ^11 56.4 mL» -2*C<^1*>S- ^ 2-^^^]-lh^:S.^^^ 

lOg^ 7}^3L -2t:ol^Hl^i ^-i-^m^-. 16^1:?]: :^3z|. ^ ^-g-^^ lOt; 

S. -fr^l^^>«'i Hsl'^€<>>^-^S. ^:^t!r 20~25TC<^H <i^3|.^j7 20inL^ 

oHi^g-o.^ >^i^*>^t^. ^ ^-§-"^1 
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^^0020041378 ^^>- 2003/7/23 

<48> (2) 3.4-^^1^ : 2-T3«^Al-i-0-:^^-3.4-t^- (p-^^9n^^^)-D-gj:a. 

<49> :^7l (D-^l^i 51^H1 sqel^ 36 mL, p-l-^^€i^l-^Bl-<^lS. .42.6 g», 

30r7> ^>^S 7muL 27~30t:<^>«--l 20^m ^ 75 d2t: 

S ^^^H 2>««m 32.^*>5|til-. ^-§-0] 15~20X:S. ^ 30mL* 

i#ul o>^l^lo]:e 30 mL^ 2:S| ^m:^}"^"^. -frf'-i- "^^'^^ ^^tb ^ '^^^^j- o]^ 

<50> <^6]^ JL^M: ^Si^^ ^ 23 2-cn^Al -1-0-^^-3. 4-tl-(p-§^^>ti^ )-D- 

<5i> (3) D-. L- : 2-T>n^Al-i-Q-^^-3-¥ll^<a-L-gl:a,.^>i. 2-rfl-^ Al-i-0-^ 

^-4-Tffl^<5j-L-gj^^^i^ ^A;j 
<52> (2)^]M ^-^M: 20 n-^^^ 7 mL, 1: 4.4 mL, N,N-^^l€i#«^> 

n]^ 27.6 mL. ^2:<H1c>1H 21. 2g* 7}t}jL 115°CS -s^^^H 8^1^ ^-§-^1^^. 

.^o.6B^ t].^ ^ji)- ofl^ o>4^<^lH» ^#3. -B-^* ^ 

N,N-t:1t.i1€5.1-<il-i^l:E.^ J:3|-^ ^^*>7l 41 «M #^ -^-wlt!: ^-d-. 

<53> (4) ^^s.-^:^] : 2-pn^Ai-L-gl:a..g.^^ 
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^^0020041378 "^^V- 2003/7/23 

<54> :^7l (3)«^^i ^<H^ ^^^'''H # 10 mL, 40% ^^^M-H-f- -8-^ 10 mL» ^31 

>^^ollA-l SX\:^ 51^^^^. ^-§-^«^] 6N 50 mLl: 25~30'C<Hl>^i 4>««1^ JSL^^V 

^ <^>^fl 2-i5(|^>^l-L-Bia.^^i 3.4g^ :n.^ls. ^Sit^. 

<55> ^ ^tg^ 2-cil^Al-D-e|:a^^^» ;^ls^V^ ^^'='11 ^^s.^^, ^-5- ^ ^^17> 
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[^^*^ 11 

1^ -0H7l<>n jLJ:7l7]- 2-cll-4>«'l-i-0-'y:^-D-Bl:e-^^» ^l2*>fe- ^S. 

(protect ion)^^l ; 

# ^^^^15^ 2-cll^Al-i-0-'y:^-3.4-t|-(^t!:€i^)-D-5l:B.-$.:^i 2-i5lI^'«'l-l-0-"& 
^-3,4-T:1-(<i>€^3E.^)-D-Blli-SL^« ^1S*>^ 3.4-?l^l 

(C) -a-7l^^ ^^'gs)- ^7] 2-cl]^A]-i-0-^^-3,4-t:l-(^^^5.^)-D-Bl:a-^^ 
.2-isll^Al-i-0-<^^-3,4-tq-(6]-^'ii^)-D-Bl:S-^^# ^-g->«'l7^ 4-OH^ 

7> ^4l(inversion)€ 2-tfl4^1-l-0-"^^-3-o>^-L-Hl-«:'l:e-^i ^ 2-tfl-^Al-i-0-<a:^-4-<^> 

'i-L-Bija.^:^^ ^^1-* D-, L- ^ 

(D) ^7] 2-cll^^l-l-0-"&^-3-<i>^-L-2l-<^m^ ^ 2-c|l-^Al-i-o-«g:^-4-o>^-L-e^ 
^Jis:(deprotect ion)^^ : 



[^^«J- 21 



^1 1 ^<H>^i. 
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XI 1 

3,4-^^1 %^^^^^<^^i -B-71 ^3L^ l:e1-<^lsfe t^n^^^^ #S2}-o]h., s. 



:^ 1 *J-«=^ $i<H^i. 

^71 D-, L- ^€:^J^<^^-1 -^7]^^ ^^^^ Cl~8^ -fr7lA):0^ 
<^>^ -^71^^ ^^^^ ^^^^ 2-tll^Al-L-e1:e.^:i^ XlsU-^. 



31 
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